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«VIIIi|i. RaW*«i>t:&, R li. |«W1-8T^^ 
/^ai. WRftl-8T^^fc-^LTtlWVNnrA^3 

R, R'j&^-oc^oT/Noy:^. -hnhi^^Mijih 

EOOOl] 



10002] 

10 hhtOTH^K^ ItC-^^T^D-f HfffflWtt. WiMHill 

27 [supple 16] 597-602, 1 995. ^MW 
-7^. M«K. 2 7 [avFPle 16] 6 03-60 9* 
1995) • rhtr-HM«»*«fca3fc^Ttt. Thl 

^i>^T h 2«UMtOMfllfc:ft 0 , T h 2«Ba^^ 

^t^->XV\h. Th2aUUft^ll9fr« 

[0003] miidil^b h^MtClOK^tt 

^ t 4 -8««ttt**:fc 0 2 4 -4 

ate phase reaction of the I a] lercyT^ 0 « T 
h 2^^5*-« • «l«3Dffai<0»>oTV^^ 

n&jt5cz«r->^ (A06cif. mm»R, 27(5), 

564-574, 1 9 95) . i<0J:3«C. The-Hi 
^S>'<lHP*»:5«tWr<-«iMICi»W*) h« 

^mtthobi^hhi^^ji^wt&imw^^itx 
50 [0004] tti. :^mn^^tmuvtM.^m^ 



Vt4, 5-cJ #y»J>-4-rS>' <-fS#tK) 

s-*w>tLTv»<^»Mo<,#i.Tv»& (wmftmi A 5 

340#. jKGBfll»R4 68 93 38«. mommA 
698348#. «flmmfl4 9 2 96 249. 
IW385630#, jKBmms 34 6 9059 

fcm»¥3-264 56 2#C«^3*tTfc>«*t. ffiR 
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100091 (2) JJE(l)jsia|«r5K|lW|»t 

[ooloj (3)TB«nrjRSii*3Si«rsF» 

(001 11 
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[00141 
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« [001 71 

[fl:i3] 
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[00181«III«. ntt2*>^,12<rams^^ 
[00191 (6)Te«l¥T*S*l&2CI*>T5Fa 

[00201 
[^141 



<1V) 



40 



(n* ) 



(001 51«ll iji, >iU2«>^I2<r)nft»^ 
[00161 (5)TI2351IIT*3n«3a«TSK» 



[00211 *IV«. ntt2*»6 1 2<r«»tji^. 
[00 221 (7)TEs«VT«S<l&JCIOrSHI)MI 

[00231 

[fl:i 51 

R ril-<Cl9n- 
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-8r«i«iit«LrtJtviTiP;^y>f gmmi 

-'8T4H»il€-1iLTtJ:vv\aT;Pj^/'<;l^. ICR 

100 25] (8) TlWVir^$itiiCI<OTSH» 
[00261 



]0 



(VI) 



[0027]2S:vii|i. R3&«*«<0fc&. R'tt, HSWR 
l-8T^««tWLTt,J:vvNorA-;>y>f/PX. 

Mttl-^l 2TOHf>aLb'^oy>'. — hoj^ 

2r'c>-tf>aU:/\Dy:^. ^ho^^vn^^h^s^ 

K*»*-ri. nUt2*»4.1 2ffyak^^^ 

100 28 J (9) TlE3«VIITjn$#Lfc3tl<or$Ka 

[0029] 
[Ifcl 7] 

oic - 

[0030j5«:vil4»^ R3&f«^«Ot&. R U, 
l--8-C#«iit^rLTi-kV>T/l^;>y-(;HI, 
l--8riHWe«"tTtJtvv\oTA';>y-(;l«. M 



*wai-i 2T^-e>itt/>Dy>-. ~hD* 

=^£^;&n^:i.rt^. i«»l-8T4HWR^*-LTtJk 

4/::. R. R'*«-ok:^->T/NDr:^. Jihn 

[003 1] (10)TC^niT7F5iit^^lor5 

[0032] 
[fl:i8] 

RrN-(aga~Mi o 




[00 33J^in»ti. R*«*ROt^. R-tt. 
Rl-8r^HWi«:WLTtJi^ir7P;^y>f;l^. 
» 1 --8Tr^««<rir LT WVNOTA-^ y >f >w», 
WWki — i2T'0'-fcfviBJi/\oy:^. — Ko^^^i^ 

il. 2T'^>'-^^>'«±/^oy:x. -hojs. 

2'C-S.>'-e>«Jiy\Dy>, ^KD2lS^i4dt^h:^£/S 
[0034] 3^. ^lltCj^lt^R^ R'idtrS 

^'^ofiWKTAO. Mtcii. r-fef-rt^. roejf- 

[ 0 o 3 5 ] 5Ci<rH!:^«K0KWwt:»«L 5 ^IM«D 
i«. flJK. -^w-f y-7A4SL. ^jc^m. vy^ 

[0036] 

50 [«mr>9aioM] *fw^^iTs^«*i*«jB^r 




[0 0 38] la ( 1 ) tasv^T. oaaimThhiax 

g>o — ^ -|nt "JriJXJmML 

«.Che«..l»l.46.2455. J.AKr.Cha^..l9a.63.8S 

»«W6tt. ajs^mi {»*u<jii. vx^/pts:^ 



K (oo39)xa (2) cdsv^T. =Ka««>a7et£i 
* vmaHtrrdDcji ->t ox:*'fe3WBaflrrff ^ c 

1004 1 ] x« (4 ) <asv»T. sttyi^^tmr^ 



1 1 

Uri-rh'^'>APU^sZLjU ( Bo c ) (Om^iM^KM 

(Z) M»^Afl:;;K#-im^fl«tr&^t(c:x->r 

[004 2) Xe (5)l2^t^T. ii^^rJMW'^^i-' 
[004 3) IS (6) C^feViT. (M 

[00441 xs {jyiziswx. faimii±^y*mtt 

] 

[004 51X« (8) fcrijv^x. 

; [004 6J xe (9) uuiv^T. 5«(i<on:^«Ki^ 

s|;/PAT5H. M^y^A^^ 3L^y^n^^ n-yUJty 
I [0047] *»iW«JT5FtJ*t*T$ H»Wf|K&i^ 

:^r-feA^. im. mm. wmm. mmm. jl 

v^iMIWi. a«t«. jftBWI. iiUW!, 

1 itefc LTtt, Ri^m. is^^w. jftfOH. jMm. mm 

Aim. le/mn, it^bw, «ir 

[0 04 81 3«ltf>fl:^fWWX^<0||f«BW4. IF*U 
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[0049] Al^^flAl^'f^<r)flMtMHi. IH« 

roo5oi 

x-^tt. I RJC'^^ h/WiB*4«5I R-8 1 0, * 
H-NMRX'^^ hA^iX Varian Unity 400 M Anm 

[0051] (SatMl) 

2»4-S^^OO-3-~hO#ytl>'0.1 9e (0, 
768hdI) JU^N- (-^yi^iM^i^j^/Ps|C=A^) - 
l»3-m/t>'5;T5>^0.1 6« (0.768h>1) 
20 frhUX-f-A^ravSal*. 7 0X:fc3WILTliMni 

ffLfc. huX'f'/i.TS>'i^ittET«*Ly:rii. «tx 
^p^cflFMU m (M8so«) CI. mmt 

fi-^^^>-mmx^Ae {2 1 iv/ 

;ffxA'r5y) ^eA-Tsy] -2-^00-3-— 
ho#y»;vo.27K (0.651a»l) tnOSfMt 

30 [0052] iH-NMR (CDC 1>) ^ <|i|«) :1. 
79 (2H,m) . 3.35 (4H.m) , 5.02 (1 
H,br) , 5.18 (2H,») , 7.15 (IH.b 
r) . 7.3 7 (5H,in) ,7.57 ( lH.t,J->8. 
ORz) . 7.73 (lH.t.J»7.8Hz) . 7.90 
(IH.d, J-*8.4Hz) . 8.21 (lH»d.J->8. 
Otts) 

[0053] (AltM2) 

3-TSy~4- r3- «:^i;A<»i^s^3»ii.rfgxA.y 

40 4 - [ 3 - ('<>'5^A'3r^i^;0/PsttXA^r $ ) TOtf 

A^Tsy] -2-^oD~3-xho:^yy:^o.27 

S (0.6 5 1*»l) f'^^y-A'lOaiaWWU, « 
mrialAt^imO.22 8 (0.390h>1) l^lDtX 

ar2^mi»u^. racstrMOMiMK^hy'^ii^ 

*»«CWt. IWlx^A.T*lttBL. MMc-C«». « 
«l( N at SO« ) fl. mttMETV^L^. 

»J ;5ryA^;5r5A^i:rr 1-^97 ^-(CftL. ^ooxKA' 
^->^y~A^(300: lv/v)«BB»fcJ:0* 3 

-Tsy-4- [3- ('<>'i^A^;r*i^jOA^«t=A'r$ 
90 y) mtTA'TSyj -2-^oo«irywo.i 2« 



(8) 



1 3 

[0054J>H-NMR(CDCI,) ^ (m) : i. 
76 <2H.m) , 3.30 {2H.m) , 3.42 (2 
H.q,J»6.3ilz) . 4.21 (2H.b8). 4.44 

(lH.br). 4.92(lH.br). 5. 16(2 
H,8) . 7.30-7.39 (5H.IH) . 7.46 (2 
H.m) . 7.89 (2H,m) 

100551 imms) 

3-r5/-4- [3 - i^vvii^i^i!fi^ij(i:=.ii,r 
sy) TToe/PT^y] -2-^oD^yii>'0.i2 

Z (0.31 2moI) \ilY^}:t.^t^iti^Yi^A^^-YO. 
52bI (3.1 2hdI> ^iPi.^ 100T:ClflfttT3. 
5^«IWft/tr. ratJftfrjtfiTFWiLT. 1- [3- 

(-s.^y/p^r^i^j^^Pxjfji^xay) T^eiH -4- 
^Do-iH->f [4.5-c] #y!;>'0.i2 
8 (0.304M01) ^mMm^\L\.xwt. zff>i, 

r0056J »H-NMR (CDC Is) 9 (m) : 2, 
24 (2H.m) . 3.36 ( 2H» q. J ^6.4ib) . 
4.6 7 (2H,t.J = 7.0fe) . 4.95 (IH.b 
r) , 5.14 (2H.S) . 7. 3 1 -7. 3 9 ( 5H. 
m) . 7.6 2 (lH.t.J = 7.8te) . 7.71 (1 
H.t, J=7.8Hz) , 8.0 9 (IH.s) , 8. 1 3 
(IH.d. J = 8.4H2) . 8.21 (lH.d.J = 8. 
4Rz) 

10057] {mm4) 

r/r4.5-c1»y»)v.HHiMK^fff 
1 - [ 3 - <^>i^n^:t^i^j(fA.4tZi)UT$^ X ) 7*0^ 
/P] -4-:^oo~iH->f s^y [4.5~c] 
U>^0.12k (0.3 04«ol)(Cjin:;|c3R-i«[3 
3%] 3«lfriD;t, SfflTl . 5«MaWf Lfc. SIM 
«^«ETWiL. 3M<ClN--*|M::h^.>nrJk.fc«« 

(Na«S04) fl|»||irjtET«*L. 

2%Wm ( 1 2 : 6 : 1 v/y) »mS»C 
^0. 1- O-T^yroeA-) -4-^nD-iH 
— f 5^/r4.5-c3:^y»;>.iWfii6 0«(0. 
1 8 7»«)j ) tlRHfeffliict vxnt:. z<ni,<n^>Mt 

I0058J»H-NMR(CDtOD) * (pp.) : i. 
94 (3H.S) . 2.3 9 (2H.m) . 3.1 2 (2 
H.t.J=7.8Hz) . 4.82 (2H.t.J=7.2H 
» 7.70 (2H.m) . 7. 97 ( 1 H. d. J =8. 
OBz) , 8.27 (lH.d.J«8.0ll*) . 8.41 
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(IH.s) 

[0059] i^mms) 

1- (3-T$ymert') -4-^00-1 h-^$ 

r^/iA.5-<i^^y^J> -mMSOm (0.187 
Mol) frBflEilREiWricAiU A^i OmXRtf 

WffTfmr>^::irSm\^mt. X5 0r(lj8miLT 

10 tza»fLlN-*»fc'^h•J.>A;W8ao.5lU^^ 

( 3 -r 5 yyiat^fi^) - 1 H->f $rr 1 4 ■ 5 - 

c] ^y!l>-4-rS>'l lig(0.04 5 5«»l) 
^jREMMMMI (mp : 24 3-^24 St: (^) ) 

r0060] IR (KBr)cr> : 3320. 317 
0. 16 50 

iH-NMR (DMSO-dt) d (ppa) : 1.93 (2 
70 H.m) , 2.57 (2H.t.J = 6.6te) , 4.64 
(2H.t.J = 7.0lb) . 6.55 (2H.8) , 7.2 
6 (lH.t.J = 7.2te) . 7.44 (IH.t.J:^ 
7.41b) . 7.62 (lH.d.J=8.0te) .8.12 
(lH,d,J»8.0Nz) . 8.19 (IH.s) 

10061] (mime) 

-2-:yoP>>^- -Kp»yi|viy;>^ 

2.4->?^pp^3-:rhp#yi;:^0.59R (2. 
4 iHol) At^N- ittrt-rhd^i^HA^^ItzzA.} - 
30 l,3-TP/t>-i^'r$>0.4 2K (2.4lM>l) % 
MiXf^/PT^Vl 0»I«t». 7 0X:t:JaR^LTl. 5H^ 

Ittfcrf^Ui-fclJWWL. *iSfe. «»i (NatSO* ) ftiC 
*TtL. 4 - t3- (tert-rK^>-;&A.,-tf:iAfr$ 

y) 7^e/PT$y] -2-^^x3-3^- ha^y*j 

yO.eig (1.6 0-0I) ^rJJftl&adnp : 159 
--1 6 nc) tLxnti. wO<»W>4HK«^-^tt 

40 10062] IR (KBr)c«-» : 3310, 168 
O. 1580 

'H-NMR (CDC I 3) » (ppa) : 1.5 0 (9H, 
s) . 1.77 (2H.m) . 3.27 (2H.q.J=6. 
lib) . 3.36 (2H.q. J»6.0llz) . 4.82 
(lH.br) . 7.37 (IH.br) . 7.55 (1 
H.t.J«7.8Hz) , 7.72 (lH.t.J«7.7H 
2) . 7.89 (lH.d.J»8.2lte) , 8.27 (1 
H.d.J»8.4Hz) 
10063) (IIIM7) 



(9) 



1 5 

/PTSy] -2-^OD-3--ho:^/y>'0.27 

s (o.7o»oi) tx^y-A^7ii«w^L. awtr 

nil] • 2*ltmi0.5 5K (2.4 5-01) 1 

•waaflMKt^. ?^»ttKjc«€:2N-r>'*-r* 

CJ^It, ^on;t;;l./.r2EM*mL. («Wc) . 
<NasSO«) ft. KEETffW^Si^Un:. Sai^ 

"^>'-l»xf-/P ( 1 : 1 v/v) »mWi)^t:J: 0. 3- 

y) Tot:;pr$y] - 2-^Do^y y:/o. i 5g 

(0.4 28H»t) €:»lt&IIAh LT«>:!. COtiO 

[00 64J >H-NMR (CDC la) ^ (ptm) : 1. 
49 (9H,s) . 1.7 3 {2H.m) . 3.29 (2 
H.t.J = 6.2Rz) . 3.35 (2H.q,J = 6.0H 
2) . 4.28 (2H.b8) . 4.60 (lH.br) . 
4.75 (IH.br) . 7.44 (2H,in) , 7.87 

(lH.d.J=7.6ilz) . 7.94 (lH.d.J = 7. 
6Hz) 

roo65] immis) 

oe/t^l -A-^uw-iH'-^ ^r^/ r4.5-ci 

3-r$y-4- [3- (tert-rh#i^;>A'*iC->t'T 

5y) Toen/T^y] -2-^DD^yuvo. i 5 

S ( 0 . 4 2 8Mi ) tz h y X-^n^3r;l^h;J;/P>- h 0 . 
36a] (2.14anol> ^Al;tT. 10 0trC2i»ia$ 

^^DD;t;n^A->^y— A. (150: 1 — 100 : 
Iv/v) jMJ»4)^«CjtO. 1- [3- (iert-rh^i^ 
^;|/;KXA^rSy) ToeA-) -4-^OO-lH— f 
[4.5-c] ^y»;>-0. 14« (0.3 88«D 
I) «:efe»5fe (mp : 15 5-1 56r) tLXn 

[0066) IR (KB,r> ar> : 3380. 168 
0. 1 520 

•H-NMR (CDC Is) * (pp.) : 1.47 (9H. 
s). 2.22(2H.m). 3 . 3 0 ( 2H, q. J = 6 . 
4lte) , 4.68 (2H.t. J = 7.2H2) . 4.7 (1 
t, J=7.6H2) . 7.72 
8.09 (1 H.s) . 8. 1 
. 8.21 (lH.d.J = 
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H.br) . 7.66 ( IH. 
(lH.t.J=7.6Hz) . 
6 (lH.d.J»8.4lb) 
8.4Hz) 

£0067] (Wt«9) 

l~ O-rsyyptriU) - 4->iyQP~i h--^ is 

r-/r4.5-c1»y»jvin^ 

1- [3 - {uri~rh^>^:ffH^ni=Ji^T^y} roe 



A^l -4-^no-iH"-r$rV[4.5--c] 
V>SOmt (0. 1 3 9hp1) ^M:X^l^>^3ftl(dff 
ML. Ml7A^:tomt0.1 Isl (1.39m>1) »li 

^ua:t^/UJKT5mmail. i»ft (Na2SO«) Mts 

o-TsyroeA') -4~^oo-ih— f s^r 

10 [4.5-c3^yy>'i4it (0.0536-01) t^Q 

[0068) IR (KBr) cfl-i : 3400. 159 
0. 1510 

iH-NMR (CDCls+CDsOD) (ppa) : 2. 
06 (2H.m) . 2.72 ( 2H. t. J «6.8Bz) . 
2.98 (2H.br) . 4.64 (2H.t. J»7.0H 
x) . 7.5 7 (IH.t. J = 7.6Hz) . 7.61 (1 
H.t.J«7.6ib) . 8.03 (IHs) . 8.05 
20 (lH.d.J-8.0lb) . 8.11 (lH.d. J«8. 
Otts) 

(0069) (MkMlO) 

- c 1 #y ij >->4 5 v^^ ^ (^^2 ) 
1- (3~T$yTneA') -4-^no-lH— f $ 
[4.5-c] *^yy>'14«f (0.0 5 36»»l) 

^■trriiiiiiULifcAtu ^^y-/i^5aijtc^mPTiK 

*T>*xr 3«ltlBi. 15 0X:iZttilLTlMllf 

30 U«>A*»j«0.3.1tftI;tt«Mtet'«StLT. 1- 

(3-T$yyoeA') -iH-^sry'[4.5- 

c] #yU>'-4-T$>'8«( 0.0 33 l«l) t 
[0070] (»IM11) 
5-c1:»yiJvin^^ 

1- [3- (iert-rh*5^;>A^4«XiPT$y) rolT 

40 -4-^oo-iH— f$rr [4.5-c]^^y 

tlVSOii (0.083 Inol) tC'^Vi^A.T^^'lBl 

-^^y'>A*j»j|r^«»L. «t(Naiso4)ti. tt 

o: iv/v)«asfi^jt9, 4-'C>'i;/pr$y-i 
- [3- (tttt-rh^i^;>A^sifx7PT$y) me 

» -lH-^§^/r4.5-cl^y»|>'35i» 



1 7 

(0.081 ]«ol) «:efe«*(fnp: ITWiy 

[007 1] IR (KBr)c«-« : 3330. 170 
0. 1 590, 1 540 

"H-NMR (CDCI3) S (ppa) : 1.46 (9H, 
s) . 2.1 8 (2H,m) , 3.2 5 (2H.iii) . 4! 
57 <2H. t,J = 7.0lfe) , 4.64 ( 1 H. b 
r) , 4.9 5 (2H, d. J«5.2Hz) ,6,05 
(IH.br ) . 7.26-7.36 {4H.in) . 7.4 
7 (2H,d. J = 7.6Hz) . 7.51 (lH.t,J = 
7.6te) . 7.82 (IH.s) , 7.9 2 (2H.t. J 
= 8.0Hz) 

(0072] {mtmi2} 

4- ^>i;;Ur$y-l- [3- itert-rh^i^ 

tfA^:iizin^T^^) -iH->f a^/t4. 

5- c]^y»;>^30«g(0.0695Mol) t4F»3» 
I«WIL. [205^3 0. 1 K 
^mt 1 BMm^Lti. RJBSitf^LlfiEFJWt- 

-tlftL. ^no45A'A->^y-;|.-3 2?ffl« 
(6:3: Iv/v) 9Srato<0M»S^#, 

rn^^oimrmik^fmL. i-(3-r$yrotr 

$>'7«(0.0290«o!) fr««fe»5fet LT» 

10073] immmis) 

2.4->?^no-3-^Ko:^yi;vo.72K (2. 
97wm>l)3X/r4- (Urt-rK^i^j^A-^C-;!.) -> 
l,4->?T$yr5'>'0.56« (2.97»ol)^> 
UX^/PTS > 1 2.I4», 7 OrCtafRttT 1 . 5l«a 

S*€:n-'^^=^-*r>'-j^x^/wx— r;K 1 - iv/ 
V) y^iU-. h trrat, 4 - [ 4 - ( t e r 

t-rK^5/^A.#-/Pxsy) rf-n^Tsyj -2- 

^OD-3-:rhD:^yt;vo.97K (2.46moI) 
^MlMf^imp : 1 2 5^1 2 6. 5X:) t Lr» 

(00 74] IR (KBr)«-i : 3 34 0. 3 28 
0. 1 680. 1 540. 1 520 
•H-NMR (CDCI,) ^ (pp.) : 1.45 
s> . 1.6 3 (2H.in) ,1.78 (2H.m) , 3. 
1 9 (2H.q.J=6.4lb) . 3.47(2H.q J* 
6.11b). 4.68 (lH.br). 6.4 1 (IH.b 50 



(10) 



20 



30 



40 



'•■W^~208584 

1 8 

r). 7.52(lH.t. J-7.7te). 7.74(1 
H.t.J«7.8lb) . 7.91 (lH.d.J-8.4B 
z) . 8.1 1 (lH.d,J=8.4lb) 

(0075J immtiA) 

4- [4- (b5rt-rh#2^;^4^jtr^xsy) rf^4. 
r$y] ~2-:J^OD-3-ciha^yy>.o.5s 
(1.2 7«Dl) ^x^y-;n 3»lt:JBiru mitt 
10 -^[11] . 2^IWI|1.0g (4.4 3M)|) eAim 

ia*SMKLK:. Ki£W^2N-r>'txr;jacj!>it 
^uu4^n.j.T2ismmu 9» («n*) . i«i (n 

Kx^yp ( 2 : 1 vA) Jt 0 B«»^|W>. 

-r5y"4- [4- (tert-rK^5^;^A^df-;i.>$ 
^> ^-^-n^T^^J -2-^uad^y})>0. 1 2« 
(0.3 2 9-01) i:m&6iktLxnt:. Z(Oi.W> 

(0076] IR(KBr)»t:3270, 168 
0. 1 540. 760 

»H-NMR(CDCl3) » (pp.) : 1.44 (9„^ 
s) . 1.64 (4H.in) , 3. 1 7 ( 2H. q, J =6. 
Ote) . 3.27 (2H.t, J = 6.6H2) . 3.89 
(lH.br) , 4.15 (2H.bs) . 4.59 (1 
H.br) . 7.4 7 (2H.m) . 7.77 (IH.d.J 
-7.6fc). 7.89 (IH.d. J«7.2te) 

(00771 (mmi5) 

^""^^^-4- [4- (tert-rh:^£^;&/|^:iK:iA'T 
$y) r-f-A'TSy] -2-^noc^ytr>o.l4K 
( 0 . 3 8 4moJ ) fc: h iJxf^/P^r/t. h*A^>- h 0. 3 
2jil (1.9 2-«,l)fclBI;C. 1 0 OX:fc:iB»LT ]» 

^>'-/K 1 50:1-100: Iv/v) »iii«i^fc:J: 
1 - [4- (lerl-rh^r£^;^/l.,iCXA'r5y) r 

^uvo.i2« (o.32i-Di)^aaM^5fe(iii 

P: 148-1 50t:) fcLT»^. ^<0fcW>5H» 

(0078J IR (KBr)cri : 1 695, 1 510 
'H-.NMR (CDC I,) (pp.) : 1.4 2 (9H. 
s> . 1.62 (2H.m) . 2.06 (2H.m) , 3. 
21 (2H.q. J=6.4Hz) . 4.58 (1 H.b 
r) . 4.65 (2H.t.J=7.4lb) . 7.66 (1 
H.t.J = 7.2te) . 7.72 (IH. t. J =7.611 



'8. 



1 9 

s) . 8.02 (1H.8) . 8.1 3 (IH.d.J 
4Ri) . 8.21 (IH.d. J»8.2iz) 

[0079] (mmmie) 
1- [4- {UTt-rh^>^)(^A/7^=ji.T^y}r^ 

A^l -4-^00- 1 H-'i 5^/ [4,5-c J 

y^'O.iOK (0.267m) ^mitJ^i-uyeuiiz 

mmL. hy74^^OiMK0.21al (2.67me>1) ^ 

ti N-*iifl:'*-hy»>A?k»a2«iRi/f«tWct*jt 

T ^O P^iPAT 5 mmi L . f»i (NaiSOi) IM 

- (4-r$/y-f-n^) -4-^oo-iH--<$r*/ 

t4,5-c] :^yUV4 5«g(0.164»l) »iM 

100801 IR (KBr)cri : 3400. 295 
0. 1.670. 1520. 1360 
>H-NMR (CDC Ii) d iptm) : 1.51 (2H, 
ro) , 1.96 (2H.m). 2.6 6 ( 2H, t, J«7. 
2fa) . 3.03 (2H,b8) . 4.53 (2H,t,J 
= 7.4te) . 7.56 (IH.t. J»7.4Hz) . 7.6 
O (lH.t.J»7.5Hs) . 7.97 (IH.s) . 8. 
02 (lH.d.J»6.4KE) . 8.04 (lH.d.J« 
6.4Hz) 

[00811 immmii) 

(4-r^/r-^iW) ^iH-^5^-rr4.g- 

1- <4-Tsyr'f-iP) -4-^Do-iH— f $r 

y [4.5-c]^ytj>.40a,(o.l46H>l) 

rrjiiiinjijiicAir. ^^y— /P8Bi&t^)Mmftiicr 
>'*-T4«i^jDi. isotncwiLriwwfL 

iN-*i«k-^hU'>-M«jto.5«i*iDifc. itm 

yr^A^) - 1 H->f ^rY [4. 5-c] 

4-r^V14«g (0.0548a»l) ^miftfittA 
(mp : 227-230. 5X: (4») ) LTIifc. ^ 

[00821 IR (KBr)ari : 3340. 318 
0. 1650. 1 530. 1400 
»H-NMR (DMSO-dt) 9 (pf«) : 1.30 (2 
H.br). 1.39 (2H.m) . 1.89 (2H. 
m) . 2.55 (2H.t,J»6.8lte) . 4.59 (2 
H»t.J»7.0Hz) , 6.56 (2H,bs) , 7.26 
(lH.t,J-7.4lte) , 7.44 (lH.t.J = 7. 
7Bz) . 7.62 (IH.d. J«8.0te) , 8.05 
(lH.d.J-8.0lb) . 8.19 (IH.a) 9 



(11) fMn'9-208584 
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[0083] (iaMl8) 

1 - [4- (tert-^K^S^j^A-iffryur^y) 

-4-i^OO-l H->f $^^[4.5-0]^^ 
i;>^7 0Bg (0. 1 B7wm>l} tZ^$^n^T^>2ml^ 
MjL. 1 5 0X:(CjfflftLT3i«aH»f Ur* 

10 ^flM:^f'u>^2igtt»L^. tnu^iMd^^ 

«iftL. ^ooa|?A'A->^y--rt'(15 
0: IvA) littB»CA9. 4--^5M'T$>/-l 
- [4- (t«rt-rK^S^:^n.i|f:iiPr$y) 
-IH— f Srrr4.5~c]^ryyv79Bf (0,1 
77aBl) i&aOM imp : 1 51^1 53. 5X2) 

20 [0084] IR (KBr)arS : 3380. 331 
0. 7930. 1680, 1595. 1540. 124 
5. 1160 

iH-NMR(CDCls) a (m) : 1.42 (9H. 
s) . 1.58 {2H.1II) . 2.02 (2H.m) . 3. 
18 (2H.II1) . 4.55 (2H.t. J«7.4lit) . 
4.55 (lH.br) , 4.95 (2H.d.J = 5.6H 
x) . 6.03 (IH. t. J = 5.6Hz) , 7.23-7. 
3 6 (4H.ni) .7,47 ( 2H. d. J »7. 6Bz) . 
7.51 (IH. t. J^7.8Hz) . 7.75 ClH. 
30 8) . 7.90 (2H.d. J«8.0ib) 
[0085] (»mi9) 

1- (4--ygy-r^n.) - ^H-^g^r r^.s- 
c1:¥y>jv~4-ygv<n^tf 
4-'^>i;;Wr$y-l- [4- itert-rh^i^^A^ 

c] ^y»JV67«g (0.1 50h»I) €^^58l(C« 

mL. ^it^t^z^^M-sm i2o%j o.i5«t 

10 — ICftL. ^on;t5A^i.-^^y— ;i.^3 2X»ll 
(6:3: Iv/v) J: >} Sfi99lr<oeMni^f«. 

Til';5r>IWlLTBfl*frTOL. l-(4-T$yr^ 
A^) -lH--f [4,5-c] :^y»;>-4-r 

$>148g (0.0548-01) eMMtt5lc£;tT1i 

[0086] (»tM20) 

I- r3- f r4- fi;-7^:ril.:>CK4F£^> -l^tf^ 

> [4.5-c1#y»lv^4-ygvin^ 
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a> ^DDMftO.] Og (].]w>l) ftt^l- (3 

-rayroeA^) ~iH-^$^r [4.5^c]# 
T s /ro tr/p) - 3 -xf-/i.;>/i.jjfixv 5 K • Jem 

(EDCI) 0.29k (K5«oI) tjDiTiari 
Uc. ^»mi«-A«cTa»U «» (NatSOO 

■f-iP) rsy] rotrin -iH---f $^^^[4 5- 

100871 b) s^ym^iuti-- [3- f <^D 

r 4 . 5 - c ] ^ y »; V - 4 - r 5 i^^W4««i X ^ 
y— A-5«jft:»jllL. 4- (x^xXA^y 
oi^> mmmo.iAK (o.4 7 2moi) awwwc 

y-M ;'>A4 8mg {0.566«ol) ^Mt. 7m 

fcrftt. ^Dn;t;/l'A-X:^>/-A'<3 0: 1— 20• 
l v/v) »ai*#fc:Jt 0. 1- [3- [ [4- <i;7x 
h^s^) - 1 -e^y i/vT-fef-A^) TSy ] r 
oen.] ~iH-^$^r[4.5-c3i^yi|>-4 

>'2 0* ( O. O 3 64«ol ) %WmmMMt 

^« 

tOOSSl IR (KBr)c«-i : 3320. 165 
0. 1 525. 1070, 700 
'H-NMR (CDC I,) g (fpm) .- 1.70 (2H. 
m) . 1.86 (2H.m) . 2.19 (2H.m) , 2. 
27 (2H.t.J=10.4fa) . 2.74 (2H 
"»). 2.98 (2H.S). 3.39 (2H.q,J = 6 
5Mz) , 3.45 (IH.m) , 4.54 (2H.t.J- 
7.0H2). 5.49 (IH.s). 5.60 (2H.b 
s). 7.21-7.36 (lOH.m) . 7.38 (1 
H.t.J-7.2lh). 7.51 {lH.t.J-7.7« 

«) . 7,82 (lH,d,J = 8.2lb) . 7.89 (1 

H.s) , 7.90 (lH.d.J=8.0lte) 
f0089J Oett«21) 

I- f3-(r-»»J/I.TS y)-, ^eiH-lH-.f a 
f 4 ■ S - r 1 * y -y g 

1- (3-Tsyr^^r/^) -iH— rsrv[4,5 
-c]j^yy>-4-rs>'0.24g(i«,i)tN. 
N->->->-;i.*4.ATSK3o.it»L, r^y4« 

7 5«l ( 1 . l«oi ) _ {3-.i^->-^4,7.5^7. 
oert') -3-Xf'>l.;»y|,^j;^5|t.a«Mo 29 



(12) 



22 



•MWP9-20 584 



^'y-A' ( 1 0 : iv/v) r4BMtfii,x:. 

at SO* ) Ik. mmut*,* 

^DOdyPA-jt^y-A' (8 : iv/v) Witia 

-ChU^j-U-hLTWRU 1 - 13- (r^yjpr 

yj'-4-TS>'0.14« (0.4 74«>l) tMtft 
»tt (mp : 1 73-1 7 510) tLXHtl, Zntm 

f0090J IR(KBr)cri : 3330: 320 
0. 1630. 1 525 

•H-NMR (CDCI,)* (pp.) : 2.2 5 (2H. 
m) . 3.47 (2H,q.J=6.5Hr) . 4.61 (2 
H.t.J = 7.0lb) , 5.47{2H.bs). 5.7 
(lH.br). 5.71 (lH.d.J-lo.4Hs) 
6.09 (lH.dd.J-16.8. 10.4b). 6.3 

2 (lH.d,J=16.8Hz) , 7.33(lH.t.J = 
7.6llr) . 7.53 ( lH,t.J = 7.8fc) . 7.83 

20 (lH.d.J=8.4Hz) . 7,92 (IH..) . 7.9 

3 (IH.d, J = 8.21b) 
10091] <9am22) 

1- r3- r r^- f V7xciA>3tK#s^) -t-K^ 
1- [3- (r^'yyvrs>')7^eA'j -ih— f s 

:*'y [4.5-c] #yy>-4-T5V0.12« 
(0.4 0 6m>l) (X^y-A.1 OalOMU 4- 
<»^7*='^J»^*5') tf'^US^V-aBKttO.l 3g 
30 (0.427«ol)ai;fBaW«iW-»»y->A38«g(0. 

44 7-01) ^aii.. immmtLti. ^mk^ra 

h^^y-t-tzttLXi. ^Do*it,A-jt^y-A'(4 

0 : 1 »A) »tiiB«i:j: 0 mm^Mtn. mna^ 

x.-7^rt^Th<)^jLU-hLX9mU l-t3- 
t 14- (i/7j:z:jUjth^>') - i~V'^vi^>yn 
^ty^A^i TSyjTDeA.] -IH— <5rVf4. 
5-c]:*yyv-4-r5J'7 5w(0.133» 
' ) fi-flWeiB^ (mp : 1 78~1 8 2X3) k tT» 

[0092J IR(KBr)cir» :3330. 320 
0. 1640, 1530, 1080. 70O 

'H-NMR (CDCli) (pp.) : 1.6 1 (2H. 
">> . 1.84 (2H,m) . 2.13 (2H.m) . 2. 
20 (2H.m) , 2.38 (2H, t. J-6.0te> . 
2.54 (2H,t.J-6.0Hz) . 2.74 (2H. 
m) , 5.48 (IH.s) . 7.21-7.54 (1 1 
H,m) . 7.51 (lH.t.J = 7.7lfe) . 7.83 
(lH,d,J-8.4fc). 7.91 (1H.8). 7.9 
» 4 (lH.d.J = 8.4IU) . 8.68 (lH.br) 
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[00931 (IOtM23) 

c]#y?;y-4-T5>'0.26« (iHDl) frU.N 
-5^^-Ml^A'AT$F3 0«ICWBL. r^»JA«7 
5a*I (l.lMot) At^l- (3-y^«f-;WTSyrn 

e/i') -a-xf-n-^^A'Jif^^-f 5 H • eirao. 2 9« 
( 1 o : 1 v/v) r4EMmun:. ^wmtiM 

7icC»»U mk (NatS04)tt. IfifiTFIMllrfir^ 

^OOin/Wi»->^y-A' ( 1 0 : 1—8 : iv/ 
v) JMSW^iClO. 1- [4- (T^^y/PT$y) r 
-lH-^§^/[4.5-c]*yi;>'-4- 
r^yPOmz (0. 291niinol ) fr»ll6»39: 
(mp: 17 6-178t:) tLXntl. Z^%,^f^ 

t0094] IR (KBr)cari : 3320. 32O 
0. 1640. 1 530 

>H-NMR (CDC It) ^ ivm) : 1.6? (211. 
m) . 2.04 (2H.m) . 3.40 (2H.q. J = 6. 
7Hz) , 4.58 (2H.t. J = 7.2lte) , 5.50 

(2H.br), 5.52(lH,br), 5.65(1 
H.d. J»l 0.2liz).6.03 (lH.dd.J»16. 
8. 10.4KE). 6.27 ( lH,d,J»17.0B 
2) . 7.3 3 (1 H.t. J = 7.6Hz) . 7.53 ( 1 
H.t. J==7.7Bx) . 7.8 3 (IH.s) . 7.8 3 

(lH.d.J=:8.6llz) . 7.93 (1 H.d.J»8. 
4llz) 

[00951 (»M24) 

1- r4- r r4- {2^-7)^= ju^hii^^^^ -i-e^^ 

-/r4.5-cl^y'jv-4-yg>^T>^ 
1- [4- (T^un^T^y) -iH->r 
y [4.5-c] ^yuv-4-r$>'«5*g (0-27 

5h»1) t^X^y-||^7BltZffilU. 4 (S;7x~iP 
Xh^S^) e^!;i^>'-M«i88«(0.2 88«a 
l)&CXM|7fc«^h!;«>^2 5BS (0.302a»l) 

ttt^. ^DDi|siPA-j(^y— (5 0 : lv/v)» 
^aW-M.T?»KL. 1- [4- r [4- (i^-7xr: 

-i-e'<ti>?>^3ro/ty>rn'] rsyj 
«i H->f [4.5-c] #y»iv-4 

-T$>^48«f (0.0832H01) !&e&»3k (m 
P : 1 74-1 7 6r ) fC»fc* C<0<>W>«il|» 
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(00961 IR (KBr)c«-» : 3370. 310 
0. 2950. 1640. 1530. 1090. 75 
0. 705 

>H-NMR (CDClj) 9 (m) : 1.4 8-1.6 
3 (4H.m) . 1.77 (2H,m) , 2.01 (4H, 
■) . 2.30 (2H. t.J = 6.0lfe) . 2.44 (2 
H.t.J-6.0Hs) .2.63 (2H.m) . 3.28 
(2H.q, J«6.5M2) , 3.37 (IH.m) . 4.5 
6 (2H,t. J=7.2H2) . 5.42 (2H.b8) . 
10 5.47 (lH.s). 7.21-7.35 (1 IH. 
m) . 7.51 ( IH. t,J=7.7lb) . 7181 (1 
H.s) . 7.8 2 (1 H.d.Js8.0llz) .7.92 
( IH.d. J»8.0Hz) . 8.58(lH,br) 
[00971 {mm25) 

1 - r3- r \4- r (4-^op7xx ;p) 7^x71^ 

oeiPl - 1 H-^ 5^v^ r4. g-c 1 »y ti v-^ 
1- [3- (T^yA-r^y) yoeA-j -i H->f $ 

2D ^V' t4.5-c]4fyy>'-4-T$V50«g(0.1 
6 9mo1) £^X^y-/P5altC»ML. 4- [ (4-^ 

6 0« (0. 1 7 8»»l) at^lW«H«-^h»;»>A l 6a 
g(0.18 6«ol) t:i»LX\Btsa^^Ltz. ^fWPk 

ovh^^97-r— fcrftLn:. ^oo^jvP-^^-^^y— 
( 4 O : 1 v/v) msW^tc 0 SOM^ftar>. 

*«x-7^;WTM;^AW-hLTTOL, l-t3- 
[ [4- [ (4-^oo7iXA') 7xXA^^hi^s^] 

30 -i -vf^yi/>^D/ty>f/pj Tsy] - 

1 H->f t4.5-c] ^yy>-4-T5>'4 

Oag (0.0669M0I) ^J^&RM (mp : 170-^ 
I 7 2. 5X:) tLXt^n. 

[00981 1 R (KBr) c« » : 3320. 320 
O. 2940. 1640. 1530. 1080 
iH*NMR (CDC l9) 9 (m) : 1.5 9 (2H, 
m) , 1.8 1 {2H.in) , 2. 1 3 ( 2H.m) . 2. 
20(2H.m). 2.37 (2H.i. J=6.0Hz) . 
40 2.54 (2H. I. J-5.8HZ) . 2.72 (2H. 
m) . 3.3 7 (2H.q. J»6.4Hz) , 3.4 0 (1 
H,iii) , 4.59 (2H.t.J=7.0Hz) . 5.43 
(lH,s). 5.45(2H.bs). 7.23-7.3 
4 (1 OH. in) .7.51 ( 1 H, t . J =7. 6Hz) . 
7.83 (1 H.d. J===8.4H2) . 7.91 ( 1 H. 
s) , 7.94 (lH.d.J«8.4Hz) , 8.59 (1 
H,br) 

[00991 (Illt0l26) 
1- r3- (4-:yoD/^y^y>fA.Tgy) ywtf 

50 il.1-lH-^$r-yf4.5-c1:|^y'i>-4-y 



I' 
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-c] *xy>'-4-TSV0.24« (laol) tH. 
WW.l III Rvi- o-i^jt^n-T 

0.29g (i.s^ol) tlDifflirJ HMWLfc. K 

■i&*4Uccft»t. aai (Naisol ) ascrar 

hLTTOL. I - r3- (4-^OD*^r^y^A,r 
sy) rotA') -iH— f s^<y[4.5-c]*y 
i;>'-4-rs>3o«(o.o867Moi) 

roi 001 IR (KBr)c»-" : 33 30. 3 20 
0. 1650. 1 530 

'H-NMR (DMSO-ds) * (pp.) : 1.91-2. 
04 (4H.m) . 2.26 (2H. t. J»7.4Hc) . 
3-12 (2H,q.J = 6.2te) . 3.64 (2H.t, 
J = 6.6Hx) . 4.59 <2H.t.J-6.8Ife) . 6. 
58(2H.br). 7.26 (IH.t. J = 7.4» 
*) . 7.4 5 (lH.t.J = 7.8te) . 7.62 (1 
H.d, J-8.0lh) . 8.03 (lH.d,J=.7.6H 
I) . 8.05 (IH.br) , 8.20 (IH.s) 

loioij imim27) 



(14) 
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ZI ^ - c 1 * -p . 

1- [3- (4-^oo/l.r^y-frt.TSy) yoe 
rt'] - 1 H-^ SrV t4. 5-c ] .J>'-4 _r 

SV2 5,8 (0.0722-01). 4- (i^^x^yp^ 

h^v-) tr'tyi/>.MWI44w(0.J44«»l) 
&WI!«;&y>>.t.4 0w(0.28 9MoI) fcN.N-y 
>^*;l..trs K3«I*PC. 1 00'Ct:afflfcLT8i* 
raWUfc. RI5«fc*^»i. ^oo*A.2.T2B|« 
m., Wi (Na,SO,) », «ffTWtt*«*LA:. 

o*A-.t-j<^ry_^( J 50 . 1.^7 0: iy/v)» 
f-^P-hLT. l-l3-C[4-(s;7x^^|. 

*-] - 1 H— r srV t4. 5-c ] ^yj>-4 -T 
S^-l 5«(0.0260-ol) tae»*{i„p: 1 

I0102J lR(KBr)<»i:3200. 164 
0. 1 530, 1 070. 700 
'H-NMR (CDCl,) 6 (pp.) .. 1.62 (2H 
«•>. 1.77 (4H.m). 2.10 (2H.m). 2.' 



30 



40 



1 9 (2H.m) . 2.29 (2H.t. J-7.0te) 
2.34 (2H.t.J.6.4Rz) . 2.69 (2H. ' 
m) . 3,35 (2H.q.J=6.5te) . 3.40 (1 
H.m) . 4.58 (2H.t.J = 7.0lb) . 5.45 
(2H.bs). 5.47(lH.s), 7.19-7 3 
4 (1 IH.m) . 7.51 (lH,t.J = 7 7lfe) 
7.82(lH.t,J-8.4fe). 7.92 (IH ' 
8> . 7.93 (lH,d.J=8.2Hi) 
10103] (1010128) 

1- f 3- (5-»oait^v.^ ^Y i rg y> rrr.>^ 

liiss* — ^ 

1- (3-rSy7T3e;M -IH— fsrVf4 5 
-cJ:^yy>-4-rsvo.32g (1.33-^1) 

^°O**»0.15«l (1.4 6«oI)ai<i- (3- 

^aiiao. 38 g ( 1 . 9 9-01 ) «^*risB«ri m 
»tJt. RoatesktjBi. w»x-f-4.r2ig»4fc^ 

OD4yl.A->^y-X. (1 0 : IvAr) ■C2iMta{t 
fc- «M**aWcTa»U (£« (Na,SOO«. 

flWi*'*ffiTW*Lfe. Bitf>x— T-A'ThU-f-Al. 

NtT*»ltU 1- [3- k^-9xixiA^i^9jjtn. 
TSy ) - 1 £4. 5-c ] 

>'y:^-4-rs>'0.i6g (o.44 5«m1) 

[01 04 J IR (KBr)cr« :3470 329 
O. 1650, 1525,1395 
'H-NMR (DMSO-d.) » (pp.) ; (2 
H.m) .1.70 (2H.m). 2.00 (2H.t.J = 
7.0te). 2.12 (2H.t.J = 7.4fc) . 3.12 
(2H.q,J = 6.3Hz) , 3.62 (2H.t, J = 6 
2fe). 4.59 (2H.t.J = 6.9lb). 6.61 " 
(2H,bs), 7.26 (lH.t.J = 7.6fc). 7. 
45 (lH.t.J = 7.8lb). 7.63(lH.d.J = 
8.4»r). 7.98(lH,br). 8.04 (IH.d. 
J-8.2II2) , 8.21 (lH,s) 
J0105J (I0MI29) 

1 - r3- r r4- {v-,,-» ,:^y.^i^y -i-r *" 



I - [3- ( 5-^00;lv<V^y>( 4,7.5 
A-J-IH— fsrvr4.5-cJ#yyv-4_7« 
SV5 0«(0.13 9-ol). 4-(S?7x=il.Xh 

Zll^nl'''" ' 2., ( 0. 1 3 9-.I ) & 

V9mA'J^J.SSw, (0.4 1 7«,l) tN.N-S^y 
^*4.Ar S F 3.l4rr. 1 0 OXZtZJim LX 7IM3 



10 
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^aoHzfi^M-ji 9 J—iV (10 0: 1 --7 0 : 1 v/ 
v) Iffttli^icJ: OSOmtrJM^. iMff^x— r;t^ 
Th'Jf-AW-hLmiL. 1- £3- [ [4- 

roe/p] - 1 H~>f srv' [4,5-c) 
y:^-4-r5>'20«(0.0338«»l) €r&fe» 
3fe(mp: 15 2—1 54T:) k LTWfc. Z^i,^ 

101061 IR(KBr)ca-i:3330» 320 
0, 2940. 1 640. 1530. 1070, 700 
iH-NMR (CDC l3) 9 (ppa) : 1.50 (2H. 
m> . 1 .6 4 (2H.b).1.6 9 (2H,in) .1.84 

(2H.ni) . 2.08(2H.in). 2.19 (2H. 
in), 2.20 (2H,t. J = 7.4lte) . 2.30(2 
H,t. J»7.2ilz) , 2.70 (2H.m). 3.36 

(2H.q. J=6.5Hz> . 3.41 (IH.m). 4.5 
7 (2H.t. J = 7.0lb) . 5.45(2H.b8). 
5.49 (IH.s) . 5.94 (lH.t.J=5.8H 
z) , 7.21-7.37 (1 lH,m) . 7.52 (IH. 
t.J = 7.7Hz) . 7-83 (IH.d, J»8.4llz) . 
7.90 (lH,s) . 7.9 2 ( 1 H. d. J »8.4lte> 
10107] (ldlM30> 

i~ r3- i b-rT3^^^^jAtvT^j) ype 
/t^l -lH-^$rvrr4.5-c l:»y.j>^4-y 

1- (s-rsyT-oeyi/) -ih— f $ry [4.5 

-c] yy>'-4-T5>'0.24« ( iMol) ^N, 
N-y^-f-il^n-/.r5 K3 0«lt«lL. 6-rn^ 

fi'ruymo,2\K (i.i«»i) ai/fi- (3-i^-> 

I«ll0.29s (1.5aDl) ^ML. SaTlMWt 

It (NatS04) tt. ni^mBk^9^l.t:. mt^^L 
— r/l'^^tOlcrh'J'f-jLP-hLTf'llU l-[3 

- {e-m^^^^y^]^.T^y) roe/p] - ih 

— r $:m4.5-c] ^yy>^--4-TS:^5 0«| 
(0.12 OmoI ) i&K3Ml3t^2: LT»fc. COiO 

[01081 I R (KBr >€■->: 3330, 320 
0. 1 540, 1 540. 1 395 
>H-NMR (DMSO-de) 9 (m) : 1,36 (2 
H.m). 1.52(2H,m), 1.70(2H.m). 
2.00 (2H.m) . 2. 1 0 (2H.t, J = 7.0H 
2) . 3. 1 1 (2 H.m) , 3.60 (2H.t.J = 6. * 

VA^XiC^y^y^^u^h (sp-20) 
S Ox^yWi^ vtt3\:A' (I pm) 
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*8Ib) • 4.59 (2H.t.J-7.0Rz) . 6.56 
(2H.b8) . 7.25 (lH,i.J«7.4Rs> . 7. 
44 (IH.t. J=7.4H2) ,7.62 (lH,d,J=- 
7.8te) . 7.95 (lH,br) , 8.03 (IH.d. 
J=7.4ll2) , 8.20 ( lH,s) 
[0109] (S0tn31) 

1- r3- r r4- fs;-7 ^^A^y h^^i^) 

rv-f4.5-cl»yiJV-4--T$V£r>^ 

1- [3- (6-rD*A.^try^A-T5y) me 

A^] -IH— f [4.5-c]d^yyv-4-r 
^>^4 5ag(0.108Hol) . 4- (^^x-i^-?* h 

:^i^) • <&mi6 5« ( o. 2 1 5-e>i ) r 

l^Mft;^y*>A5 9«s(0.4 3 0M0l) ^N,N->^X 
f-n^4^/^r$K3al4>. 1 O0T:tCttS^UT8iMM 

If Unr. ra6it(C;fceiO;e.^nD;|:A^Ar2BMffiL. 

(Naiso4) tt. mErmu^v^Lt:. mati 

^--^'^y-A'd 50 : 1--7 0: IvA) »ttSB5^ 

-hUTTOU 1- [3- [ [4- (i^'7x:in'^h 
#5^) -1 -t:-^yi^v^#ify>f/n r$y] noe 
-iH->f $rr t4.5-c] :^yu>'-4-r 

$^28Bg(0.04 6 2>K>l> ^mm&B^imp : 

1 5 1-1 5 5t:) t Lxntz. z^h^y^H^^mf 

[0110] IR(KBr)c«'i:3330. 2 94 
O. 1630. 1540, 1070. 700 
«H-NMR (CDCIs) a (ppa) : 1.3 1 (2H. 
m) , 1.48 (2H.in) , 1.63 (2H,m) , 1. 
70 (2H,m) . 1.86 (2H,m) . 2.07 (2 
H,m) , 2.17 (2H^t, J»7.6Hz) , 2.20 
(2H.m) . 2.27 ( 2H. t . J - 7. 6Bx) . 2.7 
1 (2H.m), 3.37 (2H.q. J = 6.5Ib> . 3. 
42 (IH.m) . 4.57 (2H. t, J-6.8Bs) . 
5.45(2H.b8). 5.50(1H»8). 5.62 
(lH,t,J»6.0Nz) , 7.21-7.37 (1 IH. 
m) . 7.53 ( IH. t. J=7.7lb) , 7.83 (1 
H.d. J=»8.4lb) . 7.90 ( IH.s) . 7.9 3 
( lH.d.J»»8.2lte) 
[0111] («itM32) 



40 



0.28 
2.08 
0.48 
7.48 
10.08 

101 12} BoxximLt:vn.}^^>^y9^i.^m^mh (SP-20) 2 9iz*fimit^o.2B^Mtm 
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M) o.4giriDt>itt. miziimmmiBox:) tx 
[0113] (it«mi ) 

888 1 5tlBa^:fimv^ALrc^ 5^^K0. 5 g 

€rjtei,iimwi»Lfc* ziiiz^ t&mm isox:) lx 

{0 114] (It:«m2) 

0. 1 2%oyrayy/wm a^^y^mm) ^-c-oa 

[01 151 (ldtH33) 

fW300-600Ki0l«. Hart I ey3R^A^ 
•yK (JiA5fe:>^\A»J-) ^ttmL^. Wlt^rttiiT. 
I sh i i 4> (Naimyn-Scteiedeberg's Arch. Pbamco 
K.B2.219-2Z3.19fi6> tlj: Wfe 

llfttt«rtrfc:-t->T«2--3«iO«*'»» 

M-^-womt. 't<o«*uo2>%T&»4*i«iai*tmftt 

t:. mm;t37X:izMlLt:9imf§i (ICrd» bicari»nat 
eM[:NaCI 1 1 8. 1 C aC 1 1 K 
HtPO* 1.2iM, KC I 4.6bM, MgSOi 1.0 
rfl, NaHC03 25iN. glucose ll.lM. p 
H : 7.6 5) ^ai^Ln:10Bl7^jr;:(«||4scss 
U 9 5%Ot. 5XCOiO«^;Qrx«^iMCt;t:. «* 
<'>*«8m«t- 1 « L, ^<omRiSU)i^i:UUj h y 
y^-r^-V^- (NEC Sin-ei^Type 45196A) RX/^ 
SJ}T>y{NKC San-ei.lVpc 1236) l&i^LT^ V 
^'•P^f-a-r- (RIKADENCI H-50) ±Ce«t^::» 
COl 16]«^lim incubatloi, LT]&»4>t^^ 

5v ( 1 o-»M) ^a^UTWBR«€'»y:r. zh^vl 

fe. Mlft^f:2 04H5IIW!aL, WMft^imSt^n 

10 11 71 tx^svaMttji^iiMwcfc:. 

« K ( 1 --f y rf-/P- 1 H->f 5^*/ [4 . 5 - 

imm (DMSdov^ir;^tKBW>TO«*l»8BiO. 
IX) L/j* 

(01 181 <2)liji 
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H22. 24. 27. 29XC^3 1 ^«fWi2/7x V 
(01 191 

(mi 



10 









>10-»M 






mmm2 2 


3,4x1 0-»M 


mmm2 4 


4. Ox 1 0-»M 


mm2i 


1. 9x1 o-ni« 


XMI29 


3.4x1 0-»M 


nM3i 


2.2x1 0-t|^ 



(01 201 i^mmsA) 

iMMi4aiN0Ba I b/c^^X (IS) tB^^PT 
tz. 

(oi2i]a>r:ifiUR«^Bni 

0. 9%ttfl:-^^ »;*>A;jc»M[2 O-ltC-^-^t » -^b^ 
^ (DermtophagoidesptcronynifflB: IntermUonal B 
iologicals.lnc.;Lat.No.l4679) 1 s^lftftlU 3 Oil 

^O^tt^i^-fXilfaKiCl^L. j^lCJfrT, 4 0 00-4 5 

oo^p■r**s^'■^^xt>:r (WMrF-w?^>?-f^x 

30 (Cf^L. SaT3 5 0 Orp«T55HW«'fTVV ±ait 

moaew(c9Ly:: mwLA} . C40iif^e26ai9x 
-rcfcfcjtoT. fMiB. mmc^nt:. mm^ (ro 

*) T+^aWt^a^K {Edmmm) : Sewaess C 
ellulose Tubinng) iC. ia«A, B. C^-e^-WlJlA 

t. 4xrro.9%ia^'^h»;»>A*w«wtLT- 

>t^««^^V/t^3ej|^y h (Protein assay Rea«en 
t BCA Kit : PIERajnc. ) TiH^t. ♦>»^»«t 5 0 

ojug/«iio:^>'/x^ainr(c^r*jt5t:. o.95«^fl:-^ 

1 5»l04fUTot:^Vf-A-rcl 0«l'^•-t>^HtL• 
^^^WmmtLt:. CO««[UtttW*l±-C-80Xrc 

(01 22lOm^Jtt^^ 

<r>^»fmmtLtz. »fmv>f s^'x^tj^- i^fu^^ 
¥^hztizxr>xffr>t:. z(o!M^ni^weu»it 

50 r01231»et;t«ia«r21Qtt<C. 0.9%IM: 



(17) 



3 1 

[ 0 1 2 4 J 9^ff@4K&C^miflMcOK9l 
tzBMt:9mLtz^ fslfCLs^Mttl 09(>Mk)tA^Vi; 

fciiwi2-Li:*<o2;^WT?f ofc) . m:$unmmu^ 
miui::. mm cmiit^) c:j:«iPti4B<i»T^ 
101 25]im4& (%) = ( (»m4»r«imR 

ft) ) XI 00 

( 0 1 2 6 1 •^Mimvcoiiii 

(0127]O»M^:^ 

ttftft-^ (ffflt&#a^: Occlusive dressing technique* 

«2 
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• (ODT) ) 

y^ff>itfNDt^ 7 ' y (Johnson ft Johnson ICDICM. IN 

-iWdtaTo Jt 3 izmmiUBJ: 0 3 BIS^ t^. 
[01 28]ifi8^B-»£6B (^l&iL^) -^Ie&SB 

(1^30) 
10129] (2)ISJR 

2%4 K«Mf. IOt0M:«MKO2%R|f. 0. ] 

[0130] 
[<I2] 













133^.33 




•MM 








5]t.8±129.9B 




2K<$4^KM 


IM. D± 33.32 


7a 37 


»kM 2 2 OlbMIC 2 K«c«> 


33T.B± SITS 


S4.29 


0. 1 2MmnH<^y 




181. 6± SOiM 


43. S7 



[01 31 J 



« «[ft3] 





mm 








2 


12.80±3.09 












mmwm c€»t> 


7 


371. 42± 71.03 




nM220ftMl (2KM> 


5 


217. 40± 38.51 


4L46 


»m2 40ftMI <2M«t«) 


5 


61.30± ILM 


8138 


»M2 70ft#« (29fM) 


5 


335. 60± 87. U 


38.58 


»M2 9ottM| (29m«> 


5 


382. 00± 97.71 


2. S3 


«m3 1 4Ht#« (2KM) 


4 


161 75±13L8I 


58u99 



I0132J (mm35) 



*50 fc. 
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-.4 3(8). P1099J9W) . m&TA^y 

(WA) 1 MttymftTA^^:z^/Ky^ (alia) 4 

/igOVA (2 0iil) *^fcAf*!ttWL3^i. »B(r*Ji> 

[01 34] 02IBf£KWraC<^^ 
OVAT^-r^t 24*«3»i2e-^t35fi 

(CMC) (U»L. Se2 4l»m^2«»m(z6D 

[01 36]mf«(%) » ( (ovAffiomft^ff 
^'W^flc^-^s&iMtt^^^cav^a^) /OVA 



1WH*9-208584 



10 



34 



m^) > xioo 
10137] {2)mm 

n4tZ»tmO. »tn220ft«Wi3 2«/ksO» 

rOl 38] 
(«4] 

»4 





AM 




MWB (p^) 




US 






4 


0 


16.4 


mM22 




4 


91.8 


.100.0 


PC 


5 


28.6 


41.4 




ln/kf PC 


4 


2S.8 


64.4 



[0139) 
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AB Title compds. I (X = H, halo; m = 1-9; n = 2-12), which show eosinophil 
infiltration inhibition and antihistaminic activity, are prepd. Eight 
types of intermediates for I are also claimed. An EtOH soln. contg. 0.12 
g l-[3-(acrylamino)propyl]-lH-imida2o{4,5-c)quinoline-4-amine (prepn. 
given), 0.13 g 4- (diphenylmethoxy)piperidine.HCl, and NaHC03 was refluxed 
overnight to give 75rogI(X = H, m=2, n*3), which in vitro inhibited 
histamine- induced contraction of tracheal muscle of guinea pig with IC50 
of 3.4 .times. 10-7 M, vs. 1.5 .times. 10-7 M, for diphenhydramine . HCl . 
An ointment contg. I was formulated. 



